EAST Search History 



Ref 

# 


Hits 


Search Query 


DBs 


Default 
Operator 


Plurals 


Time Stamp 


L5 


2571 


((544/362) or (544/370) or 
(544/372) or (544/373)).CCLS. 


US-PGPUB; 
USPAT 


OR 


OFF 


2006/03/06 14:39 


L6 


143 


biphenyl-4-ylmethyl 


US-PGPUB; 
USPAT 


OR 


OFF 


2006/03/06 14:41 


L7 


5 


15 and 16 


US-PGPUB; 
USPAT 


OR 


OFF 


2006/03/06 14:41 


L8 


908 


(544/364).CCLS. 


US-PGPUB; 
USPAT 


OR 


OFF 


2006/03/06 14:42 


L9 


441 


pyridinyl near3 benzyl 


US-PGPUB; 
USPAT 


OR 


OFF 


2006/03/06 14:42 


L10 


2238 


pyridyl near3 benzyl 


US-PGPUB; 
USPAT 


OR 


OFF 


2006/03/06 14:43 


Lll 


45 


18 and (19 or 110) 


US-PGPUB; 
USPAT 


OR 


OFF 


2006/03/06 14:43 



3/6/06 2:44:53 PM 



Page 1 



C: \Documents and Settings\EBernhardt\My Document 




chain nodes : 
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chain bonds : 
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ring bonds : 
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Preparation of pyrazines as protein kinase, especially pUL-97 kinase, 
inhibitors for treatment of infectious diseases, particularly human 
cytomegaloviral infections 

Eikhoff , Jan Eike; Ashton, Mark Richard; Courtney, Stephen Martin; 
Yarnold, Christopher John; Varrone, Maurizio; Loke, Pui Leng; Herget, 
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AB The invention is related to the prepn. of title compds . I, and/or 
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stereoisomeric forms, prodrugs, and/or pharmaceutically acceptable salts 
[wherein Rl, R2 = independently H, F, CI, BR, OH, (un) substittued 
alk(en/yn)yl, etc.; R3 = (un) substituted cycloalkyl, hetero/aryl, 
heterocyclyl; R4 = H, alkyl; R5 = H, (un) substituted alkyl, hetero/aryl, 
heterocyclyl, etc.; R4NR5 = (un) substituted mononitrogen or dinitrogen 
ring] as protein kinase inhibitors for use in the prophylaxis and/or 
treatment of infectious diseases, including opportunistic diseases, prion 
diseases, immunol . diseases, autoimmune diseases, bipolar and clin. 
disorders, cardiovascular diseases, cell proliferative diseases, diabetes, 
inflammation, transplant rejections, erectile dysfunction, 
neurodegenerative diseases and stroke and esp. for the treatment of 
herpesviral induced infections, including opportunistic infections and 
infections and diseases caused by human cytomegalovirus (HCMV) . For 
example, II was prepd. by monoacylation of 2 , 6-dichloropyrazine with 
1- (4-pyridinyl) piperazine and coupling of the chloride with 
(4-aminocarbonylphenyl) boronic acid. I have an inhibitory effect on the 
protein kinase activity of various protein kinases, such as pUL-97, EGFR, 
, etc. I were potent inhibitors of HCMV replication in cell cultures; I 
showed inhibition of HCMV replication in HFF cells (IC50 < 3 .mu.M) . I 
did not show any or low toxicity up to concns . of 10 .mu.M in HFF cells. 
IT 856002-34-1P, (Furan-2-yl) [6 1 - (3 -hydroxymethyl phenyl) -2 , 3 , 5 , 6- 
tetrahydro- [1, 2 1 ] bipyrazinyl-4 -yl] methanone 856002-39-6P, 

1- [3- [4- [2- (Pyrrolidin-l-yl) ethyl] -2 , 3 , 5 , 6-tetrahydro- [1,2 ' ] bipyrazinyl -6 • - 
yl ] phenyl ] methanol 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL 
(Biological study) ; PREP (Preparation) ; USES (Uses) 

(drug candidate; prepn. of pyrazines as protein kinase, esp. pUL-97 
kinase, inhibitors for treatment of infectious diseases, particularly 
human cytomegaloviral infections) 
RN 856002-34-1 CAPLUS 

CN Piperazine, 1- (2 -f uranylcarbonyl) -4- [6- [3- (hydroxymethyl) phenyl] pyrazinyl] - 
(9CI) (CA INDEX NAME) 



HO- CH2 




RN 856002-39-6 CAPLUS 

CN Benzenemethanol, 3- [6- [4- [2- (1-pyrrolidinyl) ethyl] -1- 
piperazinyl] pyrazinyl] - (9CI) (CA INDEX NAME) 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a prepn. of novel 2 -aminopyrimidine derivs . of 

formula I [wherein: Rl is pyrrolidine or piperazine deriv. attached to the 
pyrimidine ring via nitrogen atom; R2 is Ph or naphthyl deriv.], useful as 
histamine H4 receptor antagonists. The 2 -aminopyrimidine derivs. of the 
present invention are useful for treatment and prophylaxis of diseases 
such as asthma, rhinitis, allergic diseases, chronic obstructed pulmonary 
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disease (CORD), atherosclerosis, and rheumatoid arthritis. For instance, 
2-aminopyrimidine deriv. II.bul.3HCl was prepd. via amination of 
2-amino-4 , 6-dichloropyrimidine by aminopyrrolidine deriv. Ill, phenylation 
of the obtained amino (aminopyrrolidinyl) pyrimidine deriv. by PhB(0H)2, and 
subsequent N-cleavage (yields: amination - 66%, phenylation - 89%). For 
instance, IC50 for the invention compd. IV.bul.3HCl was < 20 nM. 
IT 838872-00-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(prepn. of 2-aminopyrimidine derivs. useful as histamine H4 receptor 
antagonists) 
RN 838872-00-7 CAPLUS 

CN Benzenemethanol, 3- [2-amino-6- (4 -methyl -1-piperazinyl) -4 -pyrimidinyl] - 
(9CI) (CA INDEX NAME) 
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